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mm*! wmm 

(1) : 




*3^e>a«?stia5?s«*e*y ; coY*e3Ssn«««3iiNHcox-e*sti**«as 

*U ; Xttlfc*jRi~ 4©7/t/3f i^S, ISiJifJt l ~4 ©7/i/3f l^>*3f */*X 

~ 4 ©7/1/ */!/«, KiS3~9 0J/^nmM, ^IIS[4~9 0i/^D7 
/l/dp/l/-7/l/=ap/l/S, Kifflt3~9©7^— ^/|fi, 7i-M, tr U S//1/S& 

oE79/b*/i/3£^e>a*isn, ^^ai-zm^tru s?/i/«. MtNc7^/i/3f/i/ 
m<D^m\$mmm i ~4 ©7/1/^/1/*. ^st8t i ~4©r;v3^i/iMAn 

/\u>f>R^ ^H2?fci~4©7/i>3r/i/^ J£Uif$c3~9©^n 

7/l/3f/l/S> ^ii4~90i/^n7^-7;Wl, ^^1—4 ©7/1/ 
adpi/S, ^$St3~9©^D7/V3f/l/;f 3f^S> ^I5C4~9 ©5/* 13 7/1/ 
* /I/- 7/1/3*5/31, 7^/V^/l/^=¥^«, ^iU~4©7*//l/«&tf:^hn 
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l~4 0T;i/^l/>^^r^«?:MlT : fe;j:<, XskftKyVyno^. R 
tt**^, ^ny>JS?, |gI$i8tl~4©7;i/*/i>S, «*»l~4 

;i/n^>>S, ^|S[3~9 ©$/^nr;i/^r;i/^=^i/S. ^ii$c4 ~ 9 ©£/? nr 

#S©$«c 1~4*@#&LT;J3*K ^■ti : ?til^-"e*M^oTVNT : feJ;< ; R 

3 &tfR%**i^n*3iJiC^&tf^ig£fci ~4©r;i/^;i/*^e>^^ti, 
li^nc 1 ~ 4 © r iyjimx^ j x& ^tvrvxT^.fcVNr^y e> ssir 

So ) 

[ff*3C2] (1) ICfcV^ XA^^jgCl~4©TA^rP>ST* 
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ffiSE^ 2 0 0 0-3 0 8 9 9 91 
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o 

[ff^7] -Jt£5£ (1) tcfcv^. R 2 ^**^^ ^*«1~4©T^/ 

2~5©y/i/n*£/#;i/tf-;i^ jR*«i~4a>rs//i/ai. h'J7Mn^f 
s ti^r ^ / is** e>3g#*s i ~ 5 m<Dn&& zmisT^T&z v*w## i ~ 

[tt##9] (1) KfcWC, R 5 #II»MK1~4 ©7/1^/1/** ^ 

©^^nr;i/^>n/-TA^^^*sM^i~7©VA , rti^-^icSB«©fls^ 

[fflt^glO] (1) Icfcv^T. R 3 S.m 4 ^7K^M^T'$>Slf^ 

[ft i i ] i o © v*^fr-£K:s^©fc#4&3ttt*©3l 
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[ft 1 4 ] ft i o cDVN-m^-^^ia^©<fc^x»-€-©^ 

[0 0 0 1] 

[5§9!©M-t5&fl5#^] 
[0 0 0 2] 

A ^SVMiJfil/J^fi^^H^ (platelet-derived growth factor, #TPD 

Cell, 46, 155 (1986)) . ttRflSlSlWB^Ift^M**^^^^*** 

ffiT?©il*ffi©J*«W#tt£2:ft*. 
[0 0 0 3] 

h^^^^h ((E)-2-(3,4-y^ b^rS/i/^t^-f^r? ;)^tf 1) fctPDGF 

fc^S**^* (Am. Heart. J, 134(4) ,712(1997)) 



4 



ffiH4t 2 0 0 0-3 




11-290789 

o 

[0 0 0 4] 

irs^it'*. y, #w^io-306024#^^tc v^^y. h-^mmmm^m^ 

[0 0 0 5] 

z:©fi!L Bjfcfc, K4&*M£& «»'Jf7f, ifrMig! 

^PDGFg*fc<Z> DT^So ^^CDPDGF-CfRjeS tl* jWJBi»5B© 

BBWSflilbT, J. Med. Chem., 37, 2627 (1994)T?^£;tX£3-y U -JV* J V > 
ft&ft. Cancer Research, 54, 6106 (1994)T'^$*l5 3r J 3f V V WO 
92/20642"?^;* *l£> fcfX^e ^ -^.t^-^T U -M^fn7 U -;t,f|a£#& 

[0 0 0 6] 

mmijmm v mm] 

[0 0 0 7] 

mm & *»f s » <z> #«] 
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(i) (1) : 

[0 0 0 8] 

[it 2] 



R 4 R a 




R 2 (l) 

[0 0 0 9] 

BR* b t b , « t* r ti e> ©tsis^ b t v * 3 © » jk***t? 

fcU :Xtt**Rl~4a>y/Mfl/:'lk ^H~4©7MU^^SX 
HJMf*T?*»J ; Ytt**«l~4 ©y/l/3*S/«, *iMW(R 6 )(K 7 )^l 

~4<Z>y/l/*/I/lk K*R3~9©S/*ny/U*/I^ «*»4~9<Z>S/*ny 

ju^j^-r^n^ ««3~9©y/i/*-/i/ifc ^x^i, trus^/Hift 

i ~4 ©y;i/*;i/g. ft*R i -4 ©y/na* 5/*fttf ad 

a^>S, ^t^3-9©i/^ny;v^p;i/^^r^S. ^ffc4~9 ®^D7^ 
*A,-7/ba*5/3fc 75**^**^1, naMfci~4©ys//HlfttJp-hn 



6 



ffiIS4$2 0 0 0-3 0 




#5p i 1-290789 



1 ii7K^M^-e^ < ; Biz^y-eyn. ifv^ymxit^^-y^ymx^^; r 2 
tt**^, ^n^>M^-> *mm. iil:l~4 07^^^i> ^m^i~4 
©r;i/=f^ri/^ i£fSitu~4<z>y;i/df;i^;*-^ mmm. i~ 4 ©t: Kn=*>>y 

;H3 3f£/^ ^^|5[3~9©i/^nT;i/dr;i/^-^r$/^ ^Ut^4~9©*/*ny 

;i/3p;v-r>n/=3^^a, 7^;v3f;i/tf-3r2/g. KftSU -4 s/y; 

S> ^Hts — s©^;!/^'; 7 -N-T^n^rS/*. &tf^f!t8:i ~4©y;I/:^F• 
;^KT♦^,>3Ui^gm£*lT^^T : &J;^^y^ 7 Sfr 3*1 5 U , 
tt^©feSlC l~4M#«bTJ3*J. ^*l^*iim-T- : foMfcoTV 1 k T ; foi:< ; R 
^^li^tl^tlTK^M^W^ 1 ~4 ©y;!/*;!/^ £>jg^£*U ^eti 

^nii5---e : &MfcoTv^=tj<fc< ; R 5 tt^misc i ~ 8 (Dyji^jvm. mmm2 

T;i/^;i/-T;i/^^> ^ b^t: fu¥^—;im. r^ji-^^m. >(y#-jim 
Aor^x/yv^^-y^ h'j7^tD^f^l, 7x^s, y^j*ym 

So ) 

[0 0 10] 

(i) ic;J3^t> x^^i~4©T;i/^^>ST*>sttfi2(i)^ia 
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(iii)-is^ (i) ic*5v%r. wwm&r*&zmmi)KmM(Dfc&®o 

(v) -WC-(l) t*V*T, AMB^>if>^feS|fflB(i)~(iv)(Z)Vx-rtl 
[0 0 1 1] 

(i) tcjsv>T. ¥^fn©r5;s, *i&gxttii^ifu~4© 

(vii) (1) ICfcVNT, R 2 ««**«^ KiR«i~4 0y/i/*/i'3i. 

[0 0 12] 

i ~4 ay******. &tm*« i ~4 ©y^/nresmasnfey * ; 
«*6»sn«i-50©«ia«:*brv^T*j:v^tm(i)~(^i)©v%irn 

[0 0 13] 

( iX )-«^ (D Jc^v>T. R 5 #|gffi&i~4©y;i/*;i/3£. K*«2~4©T 
/b^n/i,*. K3HR 3 ~ 6 ©$/* n r ^*/i/*XttKiKR4 ~ 6 © > * n Tfr* 
^-T^^;i/^T*feSllflB(i)~(vii)©V^4x^lCiB«©ft^o 

(x) -«*(l) ICfcWt, R 3 ^R 4 ^7K*m^T'feSlafB(i)~(ix)©VN-ftl^ 

(xi) t&fB(i)~(x)©v>-rti^-^icfB«©^^xtt^©^wic^sns 

[0 0 14] 

8 ttJl£# 2000-308999 
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(xii) wmi)~M<D^tifrizmm<»it&mxizz<Dm¥mzm&znz>j&*: 

(xiii) mm(i)~(x)<D^?timzmm®ft&®xi*^<DM¥mzm^t*n&& 

(xiv) mmv-to&^rtifr-mzmmwt&wxiz^&m^mizmmzft 
^^mm^ti-^^^zy^^^mmcD^mm^mmtt^mm^mxit 

[0 0 15] 

^moit^m^mizmmizmmt ^mn^mmm-m.^ en t* 

m£tl2>*j<DX*$>*). ms&&. (1) ^©R 1 , R 2 , R 3 R 4 , R 5 , X, Y, Z > 
[0 0 16] 

IR*»i-'4CDr^/^^/l6: x^-^^ zfumim, ^y^ntr;i/^ 

o 

[0 0 17] 

fii3kWL2~4<DTfr>r-?]sm: TV l^-;i/g> -fy^D^-M, 1-^ 

l l -^n^n;i/S % 2 - l --fu^—jvm. l 
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[0 0 18] 

2 -^n^-M> i-^-r-;i/S. 2-^-;i/S, 3 i- 
i -^p/<-;i/S. 2 l - yn^-;i/I, i-^^;i/-2- 

- ;L ,g, 4 3 -^^;i/-2 ^*-fe-;i/S> ^7 

♦ [0 0 19] 

ux^^m. -Jh^i/m. -<v?h*ism. s-~?v**sm. t-^h^tsmzm 

^t!t3 ~ 9 <DZ/ 9 H T^^r.n/^-^r i/^ : ^ ? n zfU jtfSf S/*a:/b*S/ 
[0 0 2 0] 

b^S/S. 2-7x-Mh^r^ l-7x^VxbJfi/S, 3-7i-A^D^ 
4-7x-^7h*i/l, 5-7x-M>^ ( >& 6-7x-il/M^t 

[0 0 2 1] 



1 0 
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■^;i/T^y*, s-7^;i/«, t-^f;i/7 5 £#-e£§ 0 

[0 0 2 2] 

fttf-jvm. JVzrh*isjiJVtf-;vm. s-^Ki/*A^S> t-7h3r^ 

[0 0 2 3] 

2 --ry^-ji/^^jv^ 2-y^—}i^)v^ i-7i-^xf^ 

3-7iX^^dM, 4-7:ilXl;1/73 l ;1/«, 5-7 m - ;L/^ > 6-7 
[0 0 2 4] 
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i/>i^i:'^t5rt*^t5 0 

«Rl~4©y/l/*/l/^*aS: ^J'*"** x^^*«, ^D^;i/^^S 
[0 0 2 5] 

• tMB-«5s; (i) T*m2ft&*&m<»vi'Tmmmci3^xk"cmisn&^ 

[0 0 2 6] 
^ [0 0 2 7] 

^stisesisicMb-c4tex»5^© i Eyaa. &£vM*4&i:5&©$?giJi 

[0 0 2 8] 

o 



1 2 



ffi!E4#2 0 0 0-3 




#5p i 1—29078 



n*ym. An^fi?, 7nmm<D*:jnmtfft$.L\<\ 

[0 0 2 9] 

R 5 i:itn ^Jfe$U~8©y;i/3f;i/S. l**f!ti&3~9©>>* dt^^m, 
^15:4 — 9 0i/^nr;i/dr;i/-T;i/=¥;^ 7>j;i/i, ^ggix&figi^cn— 

*s//i/ak ~4©r^;i/S, y^s, ^m^i~4©r;i/^;i/T^^ 

^iSci~4©T;i/^;b^T*^©gi$tifer^ hU7Mn^fM 

~4 corn,* AST* ^g&3 tifcy ^ jmx&V U 7;i/^n^^^»^?,^$ 
*t&g# l ~2Mfi&LTVN£3£#3Etc#i; L^o 
[0 0 3 0] 

W ©ft-^%©Si3t*^tt z: ti tc 3 *i 3 %> © T* it v \ r t. it v ^ e> * t? =fc v > 



[0 0 3 1] 

m<D%mxit*n£Mi&LttmT«m&-t2>z.t:tfvg2>o jcwxDWzmtf&t 

, • 77>^^3^ - ^MU-S/g >X(0rganic F 

junctional Group Preparations), S.R.if>- — Til^r^. y 9 • 

• >H — 3K l/-f5^y K(Academic Press Inc.) (New York and London) (1968) 
, i/yff-J • X—ft—ytr • fr^X hV -(Synthetic Organic Chemistry 



1 3 



2000-308999 




# 5p. 11-290789 

), S.R.l7-4^-e>SF, (John Wiley) (1961), ^>5/7 ' 

V* • h5>^7*-^-e/a>>C(Comprehensive Organic Transformations), 

E .C.50^i (1989). I>t>f^n^7- • 7*- 

. * • */>«feS/X (Encyclopedia of Reagents for Organic Synthesi 

s), LU^^^i (1995). 3>^rA-^-*-^^'^* 
• F (Compendium of Organic Synthetic Methods), M.B.^^X^ (1 

fc, Indian. J. Chem., Sect.B (1987), 26B (12), 1133-9. #4**02-24825^ 

Acta Chim. Acad. Sci. Hung. (1981), 107 (1), 57-66. Tetrahedron (1 
968), 24 (16), 5529-45. Acta Chim. Acad. Sci. Hung. (1966), 48 (1), 77- 
87. J. Org.Chem. (1967), 32 (2), 462-3. Acta Vet. (Brno) (1971), 40 (2), 
209-14. J. Org. Chem. (1974), 39 (13), 1931-5. J. Chem. Eng.Data (1968 
), 13 (4), 577-9#¥tf6ft*. lWB*ttlCHfl5'Mfc©*a«tt^"'*"* 



TIN 

1 1 

tWB-a* (i) ^c^v^TR 3 A^ii^-t^^^^«^"^ ? ^^ xglc ^ v ' 

[0 0 3 2] 
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(5) (1) 



[0 0 3 3] 

(5£eK R 1 , R 2 . R 4 . R 5 , X. Y, Z, SHAJtOfSRBttfWBSIICD £ »J ) 
ffl5fiJR»-e*«ft^(2)fcJ:i^jR«S:J»Ai-*^, ^lKia«©^^I©^Xtt 

0 Tffi©ft^ £ b T £ 3 H ifi* a & o 
[0 0 3 4] 

[it 4] 




(6) (7) (8) 



[0 0 3 5] 

i« SB- j8£5£ (6) T*^£*i §7> h 9 n^BWMffls £ ^ * d ^ ^ ;u jjf *; 
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[0 0 3 6] 

m-ft* (4) t-^s n e ft^«tt. *ite«© «« b 
fe^tx- ft s , twantt* (2)^snsr5 *mrm-«5S (3) -cm $ n 

« * WMM*©«*iRJ«IC J: o TiBft-T s 2 #T?« *- ******** 
[0 0 3 7] 



ffi|E# 2000-308999 
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[0 0 3 8] 

^tf*/7*- MR 5 NCS)££, ^HiCJ:*;, MX&hV ^JlT^y. tfu^y 

^^ni— 5^;k fh7tFD77>, \A-v**vyteii<DJL-^-nsm. ^y^ 
y. Yfy^yteZv^mnmkfcmm. ^nn^^x *nn/ft;i/A&H©/\ 

o jy*/T*-b<DttfrVizbV&xtfyx&jtjjutf-n,v^ $#y*-fr 

^Mm^^r^ym^^^viyr^-bmm^^&mmmhxEf^izm^x^m 

[0 0 3 9] 

mm-ffl.i%(5)T*7*ZnZ>fc&®£, <&&®#&T*#e>n£R 4 R 5 NCZCl-e3! 

A* h=*^K, it V V l*t-7 b * S/ ft Z<D&m<D&& 
uu**y^ 9uuftfl/2*&}£(D/\u>fyikm{t7kmm. n,n-^^^;i//Jn;i/AT 



1 7 
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$ -& -5 3 i: -clKi"r & r £ # T* ^ & o 

[0 0 4 0] 

[ft 5] 




(1) 



[0 0 4 1] 

r 1 , r 2 . r 3 > r 4 . r 5 > x, y, z, mmzfm\mmnzma>£&>)T-3bz> 

o ) 
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#5p i 1 -2 9 0 7 8 



fait. Mi«f h^n Kny^yfcifox--^;!,^ h;i/xy;& 

®/\n>y>fl:^f:*mii. Tth-bV frteZv-hV sum. mWt^m&.Z<D 

[0 0 4 2] 

(io)T*^£nMf;i§r%£, £tfn©:£&T*#e>*i3-f y yy#- h(R 5 Nco)x«>r 
y, y^/i/ysytry ^y*^oD^««[S, ^m#y*A, Miti-hv vi± 

y Kfc£©^«y;i/:2*y Ffc£©3&«©#£T. ara*^?gtt*jK> 
x^/i/x—rTK f ^7tFn77>, i,4-y;f3f-9-y&if©x-^;Mt. ^y 

An^>«*ii, n,n— y*^;i/*;i/Ay * h\ y*^;i/;*;i^*y k, n- 

^^trny Ky^if#yn hy&m&mmxitz.nbaym&mmip. -2or~ 

So 

[0 0 4 3] 

Stf^-^ (1) T'ttZtlZfc&m*. R 4 =^H0D^. |fffB-jK^;(10)T^$ 
tlS^^t^^^^T^^tlSRVNCZClT^SnS^J^A^-f^^n y K 

yyy, y**/i/r$ ;*y^y a jfc»*y*z>u mj 

# a, yfrmit-f- hvtr&tit zvmvmm. ± h y v a * h * y k> * y ? a t-y 
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i 1-2 9 0 7 8 9 

©;\D^>«*m H,«-S?^f^*^T5K, *;**;i/:*/l/**2/F* 
Mtm (1) ttJ^T©MJSX@lc^VNSgig-r S z. h #T-H «. 

[0 0 4 4] 

Hfc 6] 



(11 ) 



R 4 R 3 



R J 



V0„ 

(12) 



^3" 

H 2 N^_^/ (2) 



R 3 




(D 



[0 04 5] 

R 1 , R 2 , R 3 , R 4 . R 5 > X, Y, Z, ftA&tJWttttCfclft® 9 T*& « 

, l 1 !****^ ximn&> «*.«'<> **** T^/^Mm. ) 



2 0 
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1 1-2 9 0 7 8 9 



**isT*- h(R 5 NCS)££. ^{CiU, h U x^;i,y $ tTUS?> 

> % h;bx>fci?©^m^fb7jci&®, ^nn^^x ?uu&)ii±te£(D;\ 

o 

[0 0 4 6] 

A. tSffi— «*(H)-e^S*lSfl:^fc, ^©^T*#e>tlSR 4 R 5 NCZClT* 

^tis*;i/A^e>f ;i/^n y Fxa^**/!/^-* /i/* d y F££> &mtz*V* 
«A«hux^7^x trye;>, ^^^;i/T^ y try ^vj&if 

t> m%ttffi&mm* mxMvx-mx.-T-n,. f h7tFn77>, 1,4-*; 

□ a*#>, ?nn/Jvi/A&£©/Nn>F>fb^b?fci?i^ N,N-^*^/i/jj>;t,Ay 
^ F, ^^^;i/x;i/j}>^i/ K> N-^^tfny F>&£#:/n F 

[0 0 4 7] 

Btfta-JK^: (i) ^stisfb^au £i8fciB«©^©#&xi«;ri£SH« 
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[0 0 4 8] 

Protective Groups of Organic Synthesis) , (John Wiley) (1981 

)#JH) ffejS^rfcCJfJBWft^**-^^**' *fcfc*4tKD© 



[0 0 4 9] 

«^««f3FD> ttfe »ffi> ^i^v 
£fcffci^>(i)tf>#lctt, Mffi####be> ^^ttrti^ 

[0 0 5 0] 

l*^»K:tt*s*i<6&fcbT* JUfc*JMt 3**t**ifc mm. 



2 2 
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[0 0 5 1] 

39 <D it &® ft Z tl % tC mfe £ ti & * 0) X It V > Z. t. It V ^ O £ X & V ^ „ 
[0 0 5 2] 
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• 



[0 0 9 3] 

-100 *g/kg©g» #£L,<tel~10 mg/kg^fSBT?, mmX&®imiZftttT®. 



0.75 g©4,5-^* h*2/-2-^hn£J*#tt&X* 7-/1/100 mUC^Lfc^ 

«fffibfeH#&iR§iat^ *«feft$fc*U 0-53 g0>efeH#£#fco 
£0.30 gCDZL(D@#£60 mg©5% Pd/C£:n# 7 -/1/20 BllCftl*.* **#ffl^T 

[0 0 9 5] 

3[#£S£0.26 g<Z>ZL©@#£^nn*#>20 mllCi^bfc^CO.27 g©4- 

- ba^S^* a U Kto.5 ml© b y x^;i/T^ >%in^.T^MT*30^^b 



[0 0 9 4] 



6 2 



ffiH# 2 0 0 0-3 



1—2 9 0 7 8 9 




y*s/7A*e««ift, mmi>f~ 0 j-jwm&ymmv. o.36g©^ 

§l£$s£0.36 g<Z)r<Z>®#£.50 mg<Z>5%Pd/C£** ^-;H00 n>UC#[J;S.fc#lC 
0)2- (4-7^;7i-^) -^j;i/7j?-;i/T^ y-4,5-$>^ h 3r$/gc&#Bft:i^/l>x 
[0 0 9 6] 

§l£j^90 mgOZlCDH^ 0.24 g© 7 3L—)\/^ V % - K 0.12 gCD h U 

s??an;*#> : t^x^;i/=io:i^#oa* : y-/u= 30 : i) , a 

^tlBffc-&%£80 mg#fc„ 

1 H-NMR (DMS0-d g> 270MHz) 8 ppm : 1.35 (t, J = 7.2 Hz, 3H) „ 3.80 (s, 3H) 

, 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 3H) , 6.99 (t, J = 7.3 Hz, 1H) „ 7 
.30 (■, 3H) , 7.48 (d, J = 7.5 Hz, 2H) „ 7.48 (s, 1H) „ 7.67 (d, J = 7.3 

Hz, 2H) , 7.90 (d, J = 8.9 Hz, 2H) , 8.45 (s, 1H) , 9.05 (s, 1H) > 9.31 
(s, 1H) , 11.75 (s, 1H) 
0 [0 0 9 7] 

N-(4--hn7i-;i/)-N'-[4-[(4, h * >>-2-X h 3f 

-^)75;AM-M7i-M yUTdt^®)^ 25) 

h-MK (DMS0-d 6> 270MHz) 8 ppm : 1.35 (t, J = 7.2 Hz, 3H) , 3.80 (s, 3H) 
„ 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 7.48 (s, 1H) , 7.71 (m, 4H) 
, 7.92 (d, J = 8.9 Hz, 2H) . 8.22 (d, J = 9.2 Hz, 2H) , 8.43 (s, 1H) , 9 
.40 (s, 1H) , 9.65 (s, 1H) , 11.76 (s, 1H) 
[0 0 9 8] 



6 3 
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N _( 4 -y^ J 7x-;i/)-N'-[4-[(4, 5-*?* h h * i/%nsT$-Jl7 x. 

HJ6M2-e-^^bfe^-^^90 mg, 5%Pd/C 20 mg£;n# ^ -)110 nUZM%-t~&. 

: J-Jl= 50: 1) , ^IH^^^50 mg#£ 0 

*H-NMR (DMS0-d 6 . 270MHz) 5 ppm : 1.35 (t, J = 7.2 Hz, 3H) , 3.80 (s, 3H) 
, 3.87 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 4.80 (s, 2H) , 6.52 (d, J = 
8.1 Hz, 2H) , 7.10 (d, J = 8.9 Hz, 2H) , 7.48 (s, 1H) , 7.63 (d, J = 8.9 

Hz, 2H) , 7.87 (d, J = 8.9 Hz, 2H) , 8.22 (d, J = 9.2 Hz, 2H) , 8.42 (s 
, 1H) , 8.45 (s, 1H) , 9.03 (s, 1H) , 11.74 (s, 1H) 
[0 0 9 9] 

N-(4-7;v^n^ 3 i-;v)-N , -[4-[(4, s-v* h*s/-2-xh*5/*/i/#=jb:7 
m-;i/)T^ Jfifrtf-M 7 ^-JV) Vl/TUb&Qott 19) 

2- (4-7^;7i^) -%fl/i$—JlT$ 7-4,5-$?* 
^^;i/60 mg. 0.11 g(D4-7^*n7i=M V^7*-h, 70 ng<D4-V * & JV 
j Kn^^>20 ■l|CAt^.&ftC70'C7«5l9n9Wb&. 

(WI^OD^^ : IfIfcX^/l/=10:l-»S?#nn;*#> : J—JI/= 3 
0:1). ft£ffr&4bfc60 «g#fc. 

1 H-NMR (DMS0-d 6% 270MHz) 5 PP » : 1.35 (t, J=7.2Hz, 3H) , 3.80 (s, 3H) , 3 
.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) % 7.14 (t, J = 6.2 Hz, 2H) , 7.48 
(s, 1H) , 7.49 (dd, J = 3.8, 8.6 Hz, 2H) . 7.67 (d, J = 8.6 Hz, 2H) , 7 
.89 (d, J = 8.9 Hz, 2H) , 8.44 (s, 1H) , 9.12 (s, 1H) , 9.34 (s, 1H) , 1 
1.75 (s, 1H) 

[0 10 0] 



flJSE# 2000-30899 9 0 
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^^7i~;i/)7 5 j iifrifs— M 7x-ii/} ^i/rab-&%## 14) 

*H-NMR (DMS0-d g% 270MHz) 8 ppm : 1.32 (m, 6H) . 3.80 (s, 3H) „ 3.88 (s, 3 
H) , 4.33 (m, 4H) „ 7.48 (s, 1H) % 7.62 (d, J = 8.4 Hz, 2H) , 7.68 (d, J 
= 8.6 Hz, 2H) , 7.91 (m, 4H) , 8.44 (s, 1H) , 9.29 (s, 1H) , 9.34 (s, 1 
H) . 11.76 (s, 1H) 
[0 10 1] 

mmme 

N-(4-rtf;i/7i-^)-N'-[4-[(4, 5-*?* h *i/-2-X. h 3f )17 
ocn;i/)T^ J i3)V#-M 7i-^/} VUT (ft<£##-i§- 12) 

^H-NMR (DMS0-d 6 , 270MHz) 6 ppm : 1.35 (t, J = 7.2 Hz, 3H) . 3.80 (s, 3H) 
„ 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 7.48 (s, 1H) , 7.62 (d, J = 
8.9 Hz, 2H) „ 7.68 (d, J = 8.9 Hz, 2H) , 7.93 (m, 4H) . 8.44 (s, 1H) , 9 
.34 (s, 1H) „ 9.38 (s, 1H) % 11.76 (s, 1H) 
[0 10 2] 

N-(4-* h 3f - [4- [(4, 5-P * h *i/-2-3L h 3f>>#;i//tfx JU7 

*H-NMR (DMSO-dg, 270MHz) 8 ppm : 1.35 (t, J = 7.2 Hz, 3H) , 3.73 (s, 3H) 
> 3.80 (s, 3H) , 3.88 (s, 3H) „ 4.37 (q, J = 7.2 Hz, 2H) , 6.89 (d, J = 
9.2 Hz, 2H) „ 7.38 (d, J = 8.6 Hz, 2H) , 7.48 (s, 1H) . 7.65 (d, J = 8.9 

Hz, 2H) , 7.89 (d, J = 8.9 Hz, 2H) , 8.45 (s, 1H) , 8.73 (s, 1H) . 9.11 

(s, 1H) , 11.75 (s, 1H) 
[0 10 3] 

mmms 

N-(2-* h^r2/7x-;i/)-N'-[4-[(4, h 3r S/-2-X h 3f is* Atf— JV7 
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*H-NMR (DMS0-d 6% 270MHz) 8 ppm : 1.35 (t, J = 7.2 Hz, 3H) > 3.80 (s, 3H) 
„ 3.88 (s, 3H) , 3.89 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 7.00 (m, 3H) 
, 7.48 (s, 1H) , 7.66 (d, J = 8.4 Hz, 2H) , 7.90 (d, J = 8.9 Hz, 2H) , 8 
.13 (dd, J = 1.6, 7.3 Hz, 1H) , 8.41 (s, 1H) , 8.45 (s, 1H) „ 9.75 (s, 1 
H) , 11.76 (s, 1H) 
[0 10 4] 

mmmQ 

N-(3-* h3f£/:7x-;i/)-N'-[4-[(4, 5-^* b 3f S/-2-X h * */%fr#—n>7 

x— ;i/)y^ J jtj/itf-M vvr 36) 

h-mSi (DMS0-d 6% 270MHz) 8 pp» : 1.35 (t, J = 7.2 Hz, 3H) , 3.74 (s, 3H) 
, 3.80 (s, 3H) , 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 6.58 (dd, J = 
2.4, 8.1 Hz, 1H) , 6.96 (d, J = 9.5 Hz, 1H) , 7.20 (m, 2H) . 7.48 (s, 1 
H) , 7.66 (d, J = 8.6 Hz, 2H) , 7.90 (d, J = 8.9 Hz, 2H) , 8.44 (s, 1H) 
, 8.97 (s, 1H) „ 9.21 (s, 1H) , 11.75 (s, 1H) 
[0 10 5] 

mmmio 

N-(3, 4, 5-hU* h^2/^ a in;i/)-N , -[4-[(4, h **/-2-X b 

frtf-fryx.— ;i/)r ^ jjjjitf—ji] 7ia) #1/7 101) 

VNMR (DMSO-dg, 270MHz) 8 ppm : 1.35 (t, J = 7.2 Hz, 3H) > 3.61 (s, 3H) 
, 3.76 (s, 6H) , 3.80 (s, 3H) , 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) 
, 6.83 (s, 2H) , 7.48 (s, 1H) , 7.67 (d, J = 8.4 Hz, 2H) , 7.90 (d, J = 
8.9 Hz, 2H) „ 8.44 (s, 1H) > 8.93 (s, 1H) , 9.19 (s, 1H) , 11.74 (s, 1H 
) 

[0 10 6] 
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N-(3-t? U ^)-N'-[4-[(4, 5-^* b*is-2-3lh*risjt3)ltf-;\s7ai-;V)T 

^ j%;itf—M 7i-jH ? L/T Gft-£%#-5§- 972) 

*H-NMR (DMSO-dg, 270MHz) 5 ppm : 1.35 (t, J = 7.2 Hz, 3H) , 3.80 (s, 3H) 
, 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 7.34 (a, 1H) , 7.48 (s, 1H) 
, 7.69 (d, J = 8.6 Hz, 2H) , 7.90 (d, J = 8.9 Hz, 2H) , 7.97 (d, J = 8.9 

Hz, 1H) , 8.20 (d, J = 4.3 Hz, 1H) , 8.44 (s, 1H) , 8.66 (s, 1H) , 9.50 

(s, 1H) , 9.70 (s, 1H) „ 11.75 (s, 1H) 
[0107] 

N-K>i/;i/-N'-[4-[(4, 5- is* h*is-2-3ih3rZsi])l#=-Jl'7ai-ns)T^ J 
AMrM7x-jl/} ?l/r(tt-&ffe#-9 > 112) 

h-MR (DMSO-dg, 270MHz) 8 ppm : 1.34 (t, J = 7.2 Hz, 3H) , 3.80 (s, 3H) 
„ 3.87 (s, 3H) , 4.37 (m, 4H) „ 6.99 (t, J = 6.5 Hz, 1H) , 7.28 (■, 5H) 
. 7.47 (s, 1H) , 7.61 (d, J = 8.6 Hz, 2H) , 7.84 (d, J = 8.9 Hz, 1H) „ 8 
.44 (s, 1H) , 9.18 (s, 1H) , 11.72 (s, 1H) 
[0108] 

N-£/? WI/-N'- [4-[(4, 5-2?;* h 3f */-2-3L h 

r^j jjjitf-M ? ocn^} v (it&mm^ 103) 

1 H-NMR (DMSO-d^ 270MHz) 8 ppm : 1.20 (m, 6H) , 1.34 (t, J = 7.2Hz, 3H) 
„ 1.65 (m, 4H) „ 3.48 (a, 1H) , 3.79 (s, 3H) % 3.87 (s, 3H) , 4.37 (m, 4 
H) , 6.42 (d, J = 7.8 Hz, 1H) , 7.47 (s, 1H) % 7.57 (d, J = 8.9 Hz, 2H) 
, 7.83 (d, J = 8.9 Hz, 1H) , 8.45 (s, 1H) , 8.88 (s, 1H) , 11.72 (s, 1H 
) 

[0 10 9] 

mmmu 
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T^J fijltf-Jl] 7xlM 9l/TWfc-&*## 107) 

1 H-NMR (DMSO-d 6> 270MHz) 8 ppm : 0.90 (t, J = 6.7 Hz, 3H) , 1.27 (m,4H) 
, 1.34 (t, J = 7.2 Hz, 3H) , 3.10 (q, J = 5.7 Hz, 2H) , 3.80 (s, 3H) , 3 
.87 (s, 3H) , 4.37 (m, 4H) , 6.45 (t, J = 5.4 Hz, 1H) „ 7.47 (s, 1H) , 
7.59 (d, J = 8.9 Hz, 2H) „ 7.83 (d, J = 8.6 Hz, 1H) , 8.45 (s, 1H) „ 8.9 
8 (s, 1H) , 11.72 (s, 1H) 
[0 110] 

ij/Vtf-/l]7*-fr) **tfl/y0ffr&%#-3 315) 

1 H-NMR (DMSO-d 6> 270MHz) 5 ppm : 1.35 (t, J = 7.2 Hz, 3H) , 3.80 (s, 3H) 
„ 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 7.14 (t, J = 6.8 Hz, 1H) , 7 
.35 (■, 3H) „ 7.48 (m, 3H) , 7.76 (d, J = 8.9 Hz, 2H) , 7.91 (d, J = 8.9 
Hz, 2H) , 8.44 (s, 1H) , 10.21 (s,br, 2H) , 11.80 (s, 1H) 
[0 111] 

N-7i-W-[3-[(4, h^p>>-2-3ih^i/*;i/Ji?-;i/7xn;i/)r^ j 

m\,i£-M~?x--M VVTiik&m^ 691) 

1 H-NMR (DMS0-d 6> 270MHz) 5 ppm : 1.34 (t, J = 7.2 Hz, 3H) , 3.81 (s, 3H) 
, 3.89 (s, 3H) , 4.36 (q, J = 7.2 Hz, 2H) , 6.99 (t, J = 7.3 Hz, 1H) , 7 
.29 (t, J = 8.3 Hz, 2H) > 7.49 (m,5H) , 7.23 (m, 1H) % 8.08 (s, 1H) „ 8. 
42 (s, 1H) , 8.92 (s, 1H) , 9.13 (s, 1H) , 11.76 (s, 1H) 
[0 112] 

MteMl7 
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jtjfrtf-)],] yUTUt&%3m-% 692) 

1 H-NMR (DMS0-d 6 , 270MHz) 8 ppm : 1.35 (t, J = 7.2 Hz, 3H) , 3.80 (s, 3H) 

. 3.88 (s, 3H) , 4.37 (q, J = 7.2 Hz, 2H) , 6.96 (t, J = 7.3 Hz, 1H) , 7 
.16 (t, J = 7.8 Hz, 1H) , 7.26 (t, J = 7.3 Hz, 2H) . 7.51 (m, 4H) , 7.80 

(d, J = 7.0 Hz, 1H) , 8.12 (s, 1H) , 8.20 (d, J = 5.7 Hz, 2H) . 9.61 (s 
, 1H) % 9.79 (s, 1H) . 11.47 (s, 1H) 
[0 113] 



N-7ai~;i/-N*-[4-[(4, 5-*?* b * S/-2-#;Wt^E>f J17 zl—JI) T $ J K^ifs 
^]7x-^ fl/T^ftf 158) 

o.66g©4,5-5^^ b*i/-2-- ha^lfii:5 nKD&itf-Tt—Ji&lruu&ji 

A4o »iizM%.Tm%LT6\%mmnismzmmi.& 0 a$^^^nn^^>2o »i 
mwhtc. Mmm^M\,xmm\^. ^$^0.20 e <D5% pd/c**#7-;i/5o «i 

SZlt^O.55 g<D2-T$ ;-4,5-^b^M>X7^ LT#fc 



[0 114] 

B[£$5#0.55g©rtf>©flt£^*aa;* *>50 mHc^^ Lfc^lC2.00 g©4-~ 
hn^clf^^n'J Kh2 ml©hUx^;i/T$>$:iDx.T^M^6^«^Lfc 

^S/fAT'^it, Iiifc 0 £S£ u ^-rsz:i:T0.72 

g<z>2- (4-zhn7i-;i/) -5t7;i/j^n;bT$ 7-4,5-^* h^f^^>X75 Kfe 

5f£M£0.68g©3©Sft£0.10 g(DB% Pd/C&* * J -;i/50 mucin* fe^ic 
7K^#H^T, ^MT'40^m^bfc o ^MSr^> at&£$gifi&L0.35 g<Z>2- 
(4-T^ 7 7aizi;p) -#;i/jtfr.;i/7$ 7-4, 5-£?* b*i<"<>XT$ K&Jt-feBI 



^M18 
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[0 115] 

3l£$s^0.12 g©^(Z)H^, 0.14 g©7x^;KVJ'7^-f, 0.10 g<£>4-^ 

*^;t/7^ y try ^fc^h^t: KD7^>30 muc*n^.fe^fc7oiCT4^r^# 

WISl/ (Ml^^nn^^ : gmx^/I/=20:l-*^nn* : 
-;i/= 30 : 1) , Ut, *3Bffr&«»«:80 mg#fe 0 

*H-NMR (DMSO-dg, 270MHz) 8ppm:3.81 (s, 3H) , 3.84 (s, 3H) , 7.00 (t, J 
= 8.1 Hz, 1H) , 7.30 (t, J = 8.4 Hz, 2H) , 7.44 (s, 1H) , 7.47 (d, J = 
^ 7.9 Hz, 2H) , 7.64 (m, 3H) , 7.87 (d, J = 8.6 Hz, 2H) , 8.31 (s, 1H) „ 8 
.53 (s, 1H) , 8.87 (s, 1H) , 9.13 (s, 1H) , 13.21 (s, 1H) 



=-M7iL-ns) -H'-*?-Jl>yUTUti!?y3&-% 976) 

2- (4-y ^ j 7ai-;i/) -^j;i//K-;i/T^ /-4,5-^^ b^^>X75 K40 ■ 

g, 60 mg<Z>fc: \?U*t/'<yXh V TV-Jl (HOBt) „ 50 ig©hijlf^7^> 
„ 70 mg©4-^^;i/T^ J £M>mWl : &mFK.MjLT30$-mMWlsfc&.lZ. 80 mgtf)l 

^ [3-(s;* ^;i/T^ 7)^n if K^^(wsci)S:^cm 

^/=30:l->^^nn^^> : ^^y-;i/= 50 : 1) , 80 ng© afe©ft&#fco 
[0 117] 

31^^30 mg©Zl(D@^ 60 ng07i-M - h> 30 mg<D4-S?* 

•^-JT/T^ y fcfU h^tl KD77>10 mlC#nxfc^C70T;T*6Bft^#b 

At^it, a*6l/fec «s%S/y*y^/*9A^n-7b^7-f-K:J:or*l 



[0 116] 
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jv= 30: i) , &&m&£i-T. mmfc&m^o mg#£ 0 

J H-NMR (DMS0-d 6% 270MHz) 5 ppm : 3.35 (s, 3H) , 3.81 (s, 3H) , 3.85 (s, 3 
H) . 6.97 (t, J = 8.5 Hz, 1H) , 7.25 (t, J = 8.4 Hz, 2H) , 7.45 (m, 5H) 
, 7.68 (s,lH) > 7.94 (d, J = 8.1 Hz, 2H) , 8.33 (s, 1H) , 8.53 (s, 1H) 
, 8.59 (s, 1H) , 13.32 (s, 1H) 
[0 118] 

n^l-4-fcTU^} "^l/7(ft^ff 971) 

1 H-NMR (DMS0-d 6> 270MHz) 8 ppm : 3.82 (s, 3H) , 3.85 (s, 3H) , 7.02 (t, 
J = 7.3 Hz, 1H) , 7.32 (m, 3H) , 7.46 (s, 1H) , 7.51 (d, J = 5.1 Hz, 2H 
) , 7.69 (dd, J = 1.9, 5.1 Hz, 1H) „ 8.12 (s,lH) , 8.25 (d, J = 2.4 Hz, 
1H) , 8.47 (d, J = 5.4 Hz, 1H) , 8.57 (s, 1H) , 9.33 (s, 1H) , 9.83 (s, 
1H) , 13.33 (s, 1H) 
[0 119] 

N-7ai~;i/-N , -[4-[(4 > 5-^^ h 3f */-2-fjJ\*rt s £'i Jl 7 j^-M T ^ J % Jltf 

=./!/] -2-fcf us?*} ^i/r(ft^t## 972) 

*H-NMR (DMS0-d 6> 270MHz) 8 ppm : 3.82 (s, 3H) , 3.84 (s, 3H) . 7.04 (t, 
J = 7.3 Hz, 1H) „ 7.33 (t, J = 7.8 Hz, 3H) „ 7.46 (s, 1H) % 7.54 (d, J = 
7.0 Hz, 2H ) , 7.73 (s,lH) , 7.79 (d, J = 8.9 Hz, 1H) , 8.21 (dd, J = 2 
.4, 8.6Hz, 1H) , 8.36 (s, 1H) , 8.48 (s, 1H) „ 8.83 (d, J =2.1 Hz, 1H) 
, 9.86 (s, 1H) „ 10.20 (s, 1H) , 13.35 (s, 1H) 
[0 12 0] 

mmm22 

N-7i-;i/-N'-[4-[(4, 5-*?* h^$/-2-*;i//t^^;V7 3iZi;i/)T^ Jflfrtf 
-MS-* Vl/T({t<&&m* 726) 
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^H-NMR (DMS0-d 6% 270MHz) 8 ppm : 3.81 (s, 3H) , 3.84 (s, 3H) , 3.99 (s, 3 
H) . 6.99 (t, J = 7.3 Hz, 1H) , 7.31 (t, J = 8.1 Hz, 2H) , 7.46 (s, 1H) 
, 7.49 (m, 2H) , 7.58 (s, 1H) > 7.73 (s, 1H) , 8.33 (s,lH) . 8.36 (s,lH 
) % 8.56 (d, J = 3.5 Hz, 2H) , 9.49 (s, 1H) , 13.29 (s, 1H) 
[0 12 1] 

F7i-W-[3-[(4, 5-*?* h^rS/-2-*;i/A^^;i/7ac^;i/)T^ J % JVtf 
h*i/7^-M VUTUt&m&flr 727) 

1 H-NMR (DMSO-dg. 270MHz) 5 ppm : 3.81 (s, 3H) , 3.84 (s, 3H) . 3.98 (s, 3 
H) . 6.98 (t, J = 7.3 Hz, 1H) . 7.19 (d, J = 8.4 Hz, 1H) , 7.30 (t, J = 
7.8 Hz, 1H) , 7.44 (s, 1H) , 7.46 (t, J = 7.8 Hz, 2H) . 7.60 (dd, J = 2. 
1, 8.1 Hz, 1H) . 7.63 (s, 1H) „ 8.29 (s, 1H) , 8.38 (s.lH) , 8.53 (s,lH 
) , 8.79 (d, J = 2.4 Hz, 2H) , 9.37 (s, 1H) , 13.14 (s, 1H) 
[0 12 2] 

-^^fM7x-;i/} iit^m^ 748) 

*H-NMR (DMSO-dg, 270MHz) 5 ppm : 3.59(s, 2H). 3.76 (s, 3H) . 3.77 (s, 3H 
) . 6.95 (t, J = 8.1 Hz, 1H) , 7.24 (m, 9H) , 7.56(s, 1H), 8.16 (s, 1H) 
, 8.28 (s, 1H) , 8.76 (s, 2H) , 12.13 (s, 1H) 
[0123] 

N-7 x - ;i/-N' - [4- [ (4 ,5- * h i/-2-j] ;i/ A JV7 ai~)l)T ^ J 1l JVtf 
-jlH^My^-fr) VUT (>fb^## 751) 

h-MR (DMSO-dg, 270MHz) 8 ppm : 2.61 (t, J = 7.6 Hz, 2H) , 2.87 (t, J = 
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8.4 Hz, 2H) , 3.78 (s, 6H) „ 6.94 (t, J = 7.6 Hz, 1H) , 7.15 (d, J = 8.4 
Hz, 2H) „ 7.26 (t, J = 8.4 Hz, 2H) , 7.35 (s, 1H) „ 7.36 ( d, J = 8.4 H 
z, 2H) , 7.44 (d, J = 7.8 Hz, 2H) , 7.56 (s, 1H) , 8.17 (s, 1H) , 8.29 ( 
s, 1H) , 8.73 (s, 1H) , 8.77 (s, 1H) , 12.12 (s, 1H) 
[0 12 4] 

N -[4-[(4, 5-^;* h*^-2-A^>f^7i-^)r ^ J Jjfrtf— M 7ol=- 
M -N'-^f;H'-7i-A7 UT iit^m^ 977) 

2- (4-ys ;7i-;v) -ijjvtf-juy^ 7-4,5- h*ri"<yxy$ Ko.11 

g£THF10 BUC^^bfc^lCO.50 z(DH-7 ol—JI-IH-*^ JltiJVA^j V 

7&z&vTp>7uu*&>mmitft\,\ wimwr? t~&m&. mmi^ 

1 H-NMR (DMSO-dg, 270MHz) 8ppm:3.29 (s, 3H) , 3.81 (s, 3H) „ 3.83 (s, 3 
H) „ 7.27 (t, J = 6.8 Hz, 1H) „ 7.44 (m, 5H) „ 7.63 (m,3H) , 7.80 (d, J 
= 8.9 Hz, 2H) „ 8.30 (s, 1H) , 8.52 (s, 1H) , 8.53 (s, 1H) , 13.18 (s, 1 
H) 

[0 12 5] 

mmm27 

N -[4-[(4, h^rt'-2-^^;t ; E>f;i/7i-^)75 J33)Vtf—M 7i- 

-n % n'-p*?/i-n'-7*-;\sV ur 978) 

1 H-NMR (DMS0-d 6 , 270MHz) 6ppn:3.12 (s, 3H), 3.18 (s, 3H) , 3.81 (s, 3H 
) , 3.83 (s, 3H) , 7.00 (■, 3H) , 7.12 (m, 4H) „ 7.44 (s,lH) , 7.68 (■, 
3H) , 8.32 (s, 1H) , 8.49 (s, 1H) , 13.18 (s, 1H) 
[0 12 6] 

mmw28 

N-(3, 4, 54^h^^7x-W-N'-[4-[(4, h * 2/-2-X h 
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-§§• 792) 

1 H-NMR (DMS0-d 6> 270MHz) 8 ppm : 3.61 (s, 3H) , 3.76 (s, 6H) , 3.81 (s, 
3H) , 3.84 (s, 3H) , 3.98 (s, 3H) , 6.81 (s, 2H) , 7.53 (m, 3H) „ 7.74 ( 
s, 1H) , 8.33 (m, 2H) , 8.51 (s, 1H) % 8.55 (s, 1H) , 9.49 (s, 1H) , 13. 
28 (s, 1H) 

[0 12 7] 

mmm29 

N-7x-iH' - [4- [(4-* =f- )l>-2-j] ^ 4 )\s ~7 x.—fr) T ^ J %)Vtf—M 7 
x-^} VUT Ut0i®&^ 633) 

1 H-NMR (DMSO-dg, 270MHz) 8 ppm : 2.32 (s, 3H) , 6.99 (t, J = 8.1 Hz, 1H) 
„ 7.37 (m,3H) , 7.48 (d, J = 7.3 Hz, 2H) , 7.66 (m, 6H) , 8.36 (s, 1H) 
, 8.59 (d, J = 8.9 Hz, 2H) , 9.00 (s, 1H) , 9.26 (s, 1H) , 12.73 (s, 1H 
) 

[0 12 8] 

mmmso 

N-^oin^/-N'-[4-[(6-^;i/A ; e>f ;i/-3,4-^^i^>^^S/73i— ;i/)r^ J 

jjjltf— M7i-JH ^l/T (flS-^W## 652) 

1 H-NMR (DMSO-dg, 270MHz) 8 ppm : 6.12 (s,2H) , 6.99 (t, J = 7.3 Hz, 1H) 
, 7.30 (t, J = 7.3 Hz, 2H) , 7.47 (d, J = 7.9 Hz, 2H) , 7.50 (s, 1H) , 7 
.63 (d, J = 8.9 Hz, 2H) , 7.71 (s, 1H) , 7.86 (d, J = 8.4 Hz, 2H) „ 8.21 
(s, 1H) „ 8.36 (s, 1H) , 8.91 (s, 1H) , 9.18 (s, 1H) , 13.28 (s, 1H) 
[0 12 9] 

n-"7 x - ;i/-N' - [4- [(2-# frrt ;i/-4-^ h^i/7i y * y * ;i< jjf 

7x-M (-fb^»## 631) 

HJ6M18 n m&a>J3&'Z&&4t& ! to*'&& k fee 
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1 H-NMR (DMS0-d g% 270MHz) 5 ppm : 3.89 (s, 3H) , 6.99 (t, J = 8.1 Hz, 1H) 
, 7.30 (t, J = 7.8 Hz, 2H) , 7.45 (m,4H) , 7.64 (m, 3H) , 7.97 (s, 1H) 
, 8.13 (d, J = 8.7 Hz, 2H) , 8.92 (s, 1H) . 9.14 (s, 1H) % 12.37 (s, 1H 
) 

[0 13 0] 

mmms2 

1 H-NMR (DMS0-d 6> 270MHz) 8 ppn : 1.32 (t, J = 7.3Hz,3H) , 3.81 (s, 3H) , 
3.84 (s, 3H) , 4.33 (q, J = 7.3 Hz,2H) „ 7.45 (s, 1H) , 7.65 («, 5H) % 7 
.89 (m, 4H) % 8.32 (s, 1H) , 8.53 (s, 1H) , 9.46 (s, 1H) , 9.51 (s, 1H) 
, 13.22 (s, 1H) 

[0 13 1] 

N-^oc— ^-N'-[3-[(2-*^//t^-f ^fi-^)7^ J JiJVtf—M 
VlsY «b-&4fc## 916) 

1 H-NMR (DMS0-d 6> 270MHz) 8 ppn : 7.00 (t, J =7.3 Hz, 1H) , 7.30 (t, J = 8 
.4 Hz, 2H) „ 7.48 (d, J = 7.8 Hz, 2H) , 7.78 (m, 7H) , 8.11 (d, J = 5.4 
Hz, 1H) , 8.93 (s, 1H) , 9.23 (s, 1H) , 12.31 (s, 1H) 
[0 13 2] 

N-7ai^^-N , -[4-[(4, h *c 2/-2-*^/7t=E>f )V7 ol—JDT $ J jtjjltf 

-M-3-*?-;\,7 3i-M Vl/T Wfc-&ft#* 744) 

1 H-NMR (DMS0-d 6% 270MHz) 8 ppm : 2.34 (s, 3H) , 3.81 (s, 3H) , 3.84 (s, 3 
H) „ 6.99 (t, J = 7.3 Hz, 1H) , 7.31 (t, J = 7.3 Hz, 2H) , 7.44 (s, 1H) 
, 7.49 (d, J = 7.6 Hz, 2H) , 7.75 (m, 3H) „ 8.16 (d, J = 7.8 Hz, 1H) „ 8 
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.33 (s, 2H) , 8.54 (s, 1H) 9.38 (s, 1H) , 13.22 (s, 1H) 
[0 13 3] 

N-^oi— ;i/-N'-[3-[(4, h*S'-2-%fl'A ! f( )V7 ai-fr)T $ J Xfrtf 

-M-4-*?-;i7*-M VUT (fc'&tt*-? 745) 

X fl-NMR (DMS0-d g% 270MHz) 8 pp» : 2.33 (s, 3H) > 3.81 (s, 3H) , 3.84 (s, 3 
H) , 6.97 (t, J = 7.3 Hz, 1H) , 7.37 (a, 7H) , 7.66 (s, 1H) , 8.30 (s, 1 
H) , 8.38 (s, 1H) , 8.45 (s, 1H) , 8.54 (s, 1H) , 9.35 (s, 1H) , 13.21 ( 
s, 1H) 

[0 13 4] 

N _ 7al n;i/-N'-[4-^n;i/-3-[(4, 5-*?* V*t/-2-toW£4 jV7ai-;v)r 
Astf-M 7 :n n;W yur ab-^#>#-^ 746) 

1 H-NMR (DMS0-d 6 , 270MHz) 8pp«:3.82 (s, 3H) „ 3.85 (s, 3H) „ 7.01 (t, J 

= 7.3 Hz, 1H) , 7.31 (t, J = 8.1 Hz, 2H) , 7.54 (m, 4H) „ 7.68 (d, J = 
8.1 Hz, 2H) , 8.34 (s, 1H) , 8.50 (s, 1H) , 8.69 (s, 1H) , 8.78 (d, J = 
1.8 Hz, 1H) , 9.67 (s, 1H) , 13.34 (s, 1H) 

[0 13 5] 
HSJ60II37 

n-7i-;h'-[3-[(4, 5-e;^ h*s/-2-2M/rt=E:>( fry $ JX)vtf 

z;v]-4-tKndri/7i-;i/} 0ffc-£### 728) 

1 H-NMR (DMSO-dg, 270MHz) 8 PP« : 3.81 (s, 3H) , 3.84 (s, 3H) , 6.97 (m, 2 
H) , 7.29 (t, J = 7.8 Hz, 2H) , 7.46 (», 4H) , 7.60 (s, 1H) , 8.26 (s, 1 
H) , 8.32 (s, 1H) , 8.54 (s, 1H) , 8.71 (d, J = 2.2 Hz, 1H) % 9.34 (s, 1 
H) , 13.22 (s, 1H) 
[0 13 6] 



7 6 



ftSE# 2000-3089990 




11—290789 



) 

h-mR (DMS0-d 6% 270MHz) Sppm: 3.81 (s, 3H) , 3.84 (s, 3H) . 3.70 (m, 1 
2H) , 6.99 (t, J = 7.3 Hz, 1H) , 7.27 (m, 3H) , 7.50 (m, 4H) , 7.64 (s, 
1H) , 8.23 (s, 1H) , 8.29 (s, 1H) . 8.53 (s, 1H) . 8.75 (d, J = 2.4 Hz, 
1H) . 9.43 (s, 1H) . 13.15 (s, 1H) 
[0 13 7] 

mmms9 

N-7ac->n/-N'-[4-[(4, h **/-2-% JlA^j ;i/"7 7 $ J % frtf 

-;u]-2-^x-;i/} v vy 975) 

*H-NMR (DMS0-d g% 270MHz) 8 ppm : 3.81 (s, 3H) , 3.83 (s, 3H) . 6.92 (s, 1 
H) . 6.99 (t, J = 8.1 Hz, 1H) . 7.30 (t, J = 8.1 Hz, 2H) , 7.46 (m, 4H) 
, 8.62 (s, 1H) , 8.31 (s, 1H) , 8.46 (s, 1H) , 9.00 (s, 1H) . 10.28 (s, 
1H) , 13.02 (s, 1H) 
[0 13 8] 

N-h>H/-f ;i/-N'-[4-[(4, 5-$;* h^ri/-2-Xh^i/*M^7i-;i/)7^ J 

h-M$L (DMS0-d 6 , 270MHz) 5 ppm: 1.35 (t, J = 7.0 Hz, 3H) , 2.25 (s, 3H) 
, 3.80 (s, 3H) , 3.88 (s, 3H) , 4.37 (q, J = 7.0 Hz, 2H) , 7.10 (d, J = 
8.4 Hz, 2H) „ 7.38 (d, J = 8.4 Hz, 2H) , 7.48 (s, 1H) „ 7.67 (d, J = 8.9 

Hz, 2H) , 7.89 (d, J = 8.9 Hz, 2H) , 8.45 (s, 1H) , 9.09 (s, 1H) > 9.43 

(s, 1H) , 11.75 (s, 1H) 
[0 13 9] 
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N-7ac-;i/-N*-[3-[(4, 5-^^ h ^*/-2-*^/A^>f )V7 ai—Jl) T $ J % 
-Jl * h * 2/] 7 a: ? 1/ y (fc^*?** 994) 
9 £ mm<D 3tlEf fc-£^ SrA^bfeo 
*H-NMR (DMS0-d 6 , 270MHz) 8 ppm : 3.79 (s, 3H) , 3.80 (s, 3H) , 4.63(s, 2 
H), 6.67 (m, 1H) , 6.96 (t, J = 7.0 Hz, 1H) , 7.04 (d, J = 8.9 Hz, 1H) 
, 7.24 (n, 4H) , 7.38 (s, 1H) , 7.47 (d, J = 7.8 Hz, 2H) , 7.61 (s, 1H) 
„ 8.18 (s, 1H) , 8.43 (s, 1H) , 9.01 (s, 1H) , 9.08 (s, 1H) , 12.84 (s, 
1H) 

[0140] 

N- (4-T th^i/7x^)-N'-[4-[(4, 5- P * h * i/-2-ft JVA=EJfl,7x. —JV 
J 3JJltf~Jl'3l?-M7 3L—)\ / } Wy (fls£-^#-S§- 1073) 

^H-NMR (DMSO-dg, 270MHz) 8 ppm : 2.62 (t, J = 7.3 Hz, 2H) , 2.88 (t, J = 
7.3 Hz, 2H) . 3.78 (s, 6H) , 7.17 (d, J = 8.4 Hz, 2H) , 7.36 (m,3H) . 7. 
57 (m, 3H) , 7.89 (d, J = 8.9 Hz, 2H) > 8.18 (s, 1H) . 8.29 (s, 1H) , 8. 
86 (s, 1H) % 9.21 (s, 1H) . 12.13 (s, 1H) 
[0141] 

N- (3- tf y P/l) -N* - [4- [ (4 , 5- V * h ^^^^71^)7^; A 

7ai~;i/} y i07i) 

h-m (DMS0-d 6> 270MHz) 8 ppm : 2.62 (t, J = 7.3 Hz, 2H) , 2.88 (t, J = 
7.3 Hz, 2H) „ 3.78 (s, 6H) , 7.17 (d, J = 8.4 Hz, 2H) , 7.33 (m,4H) , 7. 
56 (s, 1H) , 7.91 («, 1H) „ 8.17 (m, 2H) , 8.29 (s, 1H) , 8.59 (d, J = 2 
.4 Hz, 1H) , 8.81 (s, 1H) „ 8.91 (s, 1H) , 12.13 (s, 1H) 
[0 14 2] 

mmm^ 
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N- (3- tT U -N' - [4- [ (4 ,5-^ 7 A/* U -2-X b 3r # ;i/ jj< - )]/ 7i-jV)7 

W-M7i-M f 1/7 (>fb^-#j## 1094) 

X H-NMR (DMSO-dg. 270MHz) 5 ppm : 1.34 (t, J = 7.2 Hz, 3H) , 4.37 (q, J = 
7.2 Hz, 2H) , 7.34 (m, 1H) „ 7.69 (d, J = 8.6 Hz, 2H) , 7.97 (m, 4H) % 8 
.21 (■, 1H) , 8.64 (m, 2H) , 9.31 (s, 1H) , 9.55 (s, 1H) , 11.59 (s, 1H 
) 

[0143] 

u,mm i PDGF-BBjfcf&^flt ffimmmmmmtm 

H t-Sgjfitft¥?fS3;*HflS (^ftig*) $r967Xmi crop late (50000 cells/well) \Z 

2mmmmhtc e mm^m^m (confluent) iz^^f^zt^muvt^ 

, 0AXi*2»M(Dlt&®ZmMhfeMlhmmi& (20 ng/ml PDGF-BB S: ^ ) T? 24 
RjrH3Hfels&. 3 H-^**> (1/iCi/well) &sa»U 4B#Haig#bfc„ *HB§£:7 
W /l/^-tCHHKbfc^, $r l/TVf— MCreasol) (4ml/vial) £2&&tIU> 

*©i|ffiiariW«5tttt, (PDGF-BB^8$#D) C*fU 50%|fiWS:^-raS ( 

ic 50 ) T*^bfe 0 nmi^mhhx y^-^t. hR&^wi (wo97/o93oncis 

[0 14 4] 
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PDGF-BBifclS^FrtSi 
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[0 14 5] 



mmm 33 


0.56 


mmm 34 


0.03 


mi&ffl 35 


0.13 


M1&M 36 


0.08> 


mmm 37 


0.08> 


mmm 38 


0.08> 


mmm 39 


0.08> 


H%M40 


0.08> 




19.8 
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lit 7] 
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ftftftf 2 PDGF-BBfff a :* -9- > 3? ^ AIMifflli^i 

H h - *-9->3r?A$Hil£ (#Jf5Jg#) S:967tmicroplate (27000 cells/well) 

izm%. 2A^mmmvtc 0 mm&gk$$#i (confluent) izte^t=.^t.zmMLf=. 

0.016, 0.08Xm.AfiM<Dm^it^m^MVt=.mMm^^ (20 ng/ml PD 
GF-BB£-£fr) X'2m^m^o h-^**/y (litiCi/well) &»flHU 4^ 1ST 

$*?><?>i&v&&m%:m%.vfco WLm{t&®<Di%mwffltsm*. pdgf-bb 
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